(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 



(19) World Intellectual Property Organization 

International Bureau 




(43) International Publication Date (10) International Publication Number 

3 January 2003 (03.01.2003) PCT WO 03/000181 A3 



(51) International Patent Classification 7 : A6IK 31/445, 

31/4453, 3 L/495, 31/496, 31/506, 31/517, 31/5375, C07D 
21 1/32, 241/04, 265/30, 295/185, 401/04, 401/06, 403/04, 
403/06, 405/10, 409/06, 417/04 

(21) International Application Number: PCT/US02/ 19441 

(22) International Filing Date: 19 June 2002 (19.06.2002) 



(81) Designated States (national): AE, AG, AL, AM, AT, AU, 
AZ, BA, BB, BG, BR, BY, BZ, CA, CH, CN, CO, CR, CU, 
CZ, DE, DK, DM, DZ, EC, EE, ES, FI. GB, GD, GE, GH, 
GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KR, KZ, LC, LK, 
LR, LS, LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, 
MZ, NO, NZ, OM, PH, PL, PT, RO, RU, SD, SE, SG, SI, 
SK, SL, TJ, TM, TN, TR, TT, TZ, UA, UG, US, XJZ, VN, 
YU, ZA, ZM, ZW. 



(25) Filing Language: 

(26) Publication Language: 

(30) Priority Data: 
60/299,505 



linglish 
English 

20 June 2001 (20.06.2001) US 



(71) Applicant (for all designated States except US): MERCK 
& CO., INC. IUS/US1; 126 East Lincoln Avenue, Rahway, 
NJ 07065-0907 (US). 

(72) Inventors; and 

(75) Inventors/Applicants (for US only): BROCKUNIER, 

Linda [US/US]; 126 East Lincoln Avenue, Rahway, NJ 
07065-0907 (US). PARMEE, Emma [GB/US]; 126 East 
Lincoln Avenue, Rahway, NJ 07065-0907 (US). WEBER, 
Ann, E. [US/US]; 126 East Lincoln Avenue, Rahway, NJ 
07065-0907 (US). 

(74) Common Representative: MERCK & CO., INC.; 126 
East Lincoln Avenue, Rahway, NJ 07065-0907 (US). 



(84) Designated States (regional): ARIPO patent (GH, GM, 
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW), 
Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), 
European patent (AT, BE, CH, CY, DE, DK, ES, FI, FR, 
GB, GR, IE, IT, LU, MC, NL, PT, SE, TR), OAPI patent 
(BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, 
NE, SN, TD, TG). 

Published: 

— with international search report 

— before the expiration of the time limit for amending the 
claims and to be republished in the event of receipt of 
amendments 

(88) Date of publication of the international search report: 

27 February 2003 

For two-letter codes and other abbreviations, refer to the "Guid- 
ance Notes on Codes and Abbreviations'* appearing at the begin- 
ning of each regular issue of the PCT Gazette. 



< 

(54) Title: DJPEPTIDYT. PEPTIDASE INHIBITORS FOR THE TREATMENT OF DIABETES 

GO 




(57) Abstract: Compounds having Formula (I), including pharma- . 
ceutica]]y acceptable salts and prodrugs thereof are inhibitors of the 
dipeptidyl peptidase-IV enzyme (DP-IV), and are useful in the treat- 
ment of DP-IV mediated diseases and conditions, such as non-insulin 
dependent diabetes mellitus. 



INTERNATIONAL SEARCH REPORT 



IK^P^^ ° F SU «JECT MATTER 

SARCHED 7 55 01 ' 33 °; ^1fio..376.37Q | ^i ; ^^ rff 



International application No. 
PCT/US02/19441 



^nnulaeXnJxVIandT^ - 



□ Farther documents are listed in the continuation of Box < 

special citegones of dltd dreomcnta! — 



-o- 



^^S^^-P^ claims) or wnich* citcdto 
specified) «™ cmw or another citation or o to special reason (as 

<^t^e^ toano ^^^^^ raff ^^ 



^ of actu5Tompletion of the iatemiffie^ 
18 September 2002 (1 fi no om^ 



Name ana mailing address of the ISA/US 
Con^oner of Patents and Trademarks 

Washington, D.C. 20231 
Facsimile No. (703)305-3230 



□ 



Dateoi 



flSo 



Relevant to claim No. 



1-3, 6-10 



See patent family annex. 



published after the 



m fa conflict wih i^XCZ SSZ* 1' ^ 
principle or flieozy underlying thcinvention ^™6d to understand flic 



S£^« ""^snca^ d0OTOe 

beug obviom io « person tkOted fa ae „ 
<Wc« mmber of fl« ^ 



Form PCT/ISA/210 (second sheet) (My 1998) " 



search report 

3J&ZML____ , 

Telephone No. (703) 308-1235 



INTERNATIONAL SEARCH REPORT 



International application No. 
PCTVUS02/19441 



Box I Observations where certain claims were found unsearchable (Continuation of Item 1 of first sheet) 
This international report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 

1. Claim Nos.: 

because they relate to subject matter not required to be searched by this Authority, namely: 



Claim Nos.: 1-10 (in part) ,11, 12-35 (in part) 

because they relate to parts of the international application that do not comply with the prescribed requirements to 
such an extent that no meaningful international search can be carried out, specifically: 
Please See Continuation Sheet 



3. n Claim Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 
6.4(a). 

Box n Observations where unity of invention is lacking (Continuation of Item 2 of first sheet) 

This International Searching Authority found multiple inventions in this international application, as follows: 



1. [ | As all required additional search fees were timely paid by the applicant, this international search report covers all 

searchable claims. 

2» I 1 As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite 
payment of any additional fee. 

3- I 1 As only some of the required additional search fees were timely paid by the applicant, this international search 
report covers only those claims for which fees were paid, specifically claims Nos. : 



4- I 1 No required additional search fees were timely paid by the applicant. Consequently, this international search report 
is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 

Remark on Protest I 1 The additional search fees were accompanied by the applicant's protest 
I | No protest accompanied the payment of additional search fees. 



FormPCT/ISA/210 (conUnuation of first sheet(l)) (July 1998) 



INTERNATIONAL SEARCH REPORT 



PCT/US02/ 19441 



Continuation of Box I Reason 2: 

The ^ stmctur^m^ap of R variables as generically set forth in the claims result in a multitude of permutations which cannot be 
readily classified. The claims (1-10,12-35) have been searched based on the nature of the Ar ndlS^nSS^ 
searched since the Junctional language recited in this claim has not been particularly described in thTdeSon aTd thnT 
meaningful search as to this claim could be made. u^npuon ana imis i 



sno 



Form PCT/ISA/210 (second sheet) (July 1998) 



